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Dr. phil. Elmer Profft?-4 of Magleburg, aldresced the Schsele boeiwty i Tae
Mecklenburg Phermeceutical Scientific Association) at its spring meeting
held at the Rostock University Chemicel Institute in Rostock oun the 10th
and llth of Mey, 1952. Dr. Frofft spoke on FALICAIN s & new anesthetic
synthesized by him. The substsrce of his paper follows:

‘I’he Chemistry epd Pharmescology of the New inesthetic and Therepeutic

Agent FALICAIN

In the search for a substitute for cocmine, many anesthevics have been
developed, e.g. Tropecocain, Psicain, Exknin, Stovain, Alypin, Larocain,
‘Pentocain, Tutccaln, Penthesin, Eucain A snd B, Xylecain, Movocain {sic),
o, Intracaln, Surfacein, and Cxycain. :

The conditicus wiich an ansstuetic must i’*;.fi.fil}. are-
(1) Toxicity less than sccsine
(2) No stimilating acticn
(3) Solubility in vater, end sterilizebility
(k) Compatsbility with edrenalin

. {5) Rapic ebsorption 1

It is Further desirmble that the agent pussess prolonged ackivity, geoed sub-
.jq'ctivvs tolerance, no irjuricus cide-effests on the kidneys, circulatory
system or metabolism. Products preparad up to this time do pob Pulfill all
.tl‘iese conditions. .

The suthor {Dr. Proffi)} encountered & substance with anesthetic properties.
vhile working with l-alkexy, 2-aminv, 4-nitrobenzens swveetening agents. A
Holland=r had alrsedy esteblizhed thzut l-propusy derivetives had snesthetic
ectivity. Thereupon, the author, by -onploring the Mannich-synthesis, preparcd
FALICAIN, which is bete-piperidino, etayl-k-propoxyghenyiketons hydrochloride E/
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This caused & sirong surface and tlock enestiesia withoud any stimuletiag
sction. The eflect is about ten timee es atreng es that of cocain and
novocein, Ohe synthesis consists of a condensation betwsan h-prepoxyace-

" tophenone, formaldehyde ard piperidine. Ia testing hoemolagues of thia

preparation it wes established that the butyl end amyl derivatives produce
& stronger anecsibellic effect. Activity decrseses upon further lengthening
of the chain., The hydreihle: ide of FALICLIN has a peutrsl resction in

vater aad is quite soluble in 45% alcoicl, The solution is not sterilizeblie

for decowpusition occurs upon heeting. Since PALICAIN hog 8 strong bacteri-
cidal action sven in a (.1 % soluticn, esepilc care in its preparstion plug

“filtration tFrough & bacterial Pilter would be adequate. Pharmacelogicel

e.

testing of FALICAIN was carried cut st the Phermecological Imstitutes ip Halle
and Rossock, The preparition can be used as & nuccus menvrane » local , and.
block auneathetic ip prelirence to pravicusly knovn agents. It is, when used
at sctive ccneentratiosneg less toxic then cecaine, and it vorks faster end
looger then novoeein.

&t the 22 Juae 1957 mewiing of the Sachsen-inhalit Medicw) Scientific Socisty
for Theoretical Medivire and Related Fields which took place at the Anatony
Insticute of the Unive sity of Halle, u symposium was held which rerarted on
the phargacological action of FALICAIN as coupired with other anesthetics.
The suvstance of the riports deliversd at th.is latter meeting Tollows:

a4

Dr. Hinnig of the University of Helle Pharmicologicel Institute, compared
FALICAIN with pentocsin, cccaine, sod novocein., As regarids surface anepthesia, .
FALICAIY was ter times (ore effective and orly twice as tuxin as cocaine; it

was ¥WE more sffective .an pautocala, warich wes 2C 7% more toxic thzn the
FALICATN. In reglopsl exesthesie, FALICAIN has no grest sdvantege cver novocain,
i1.e. its greater anesthstic effect is countered by ive greater toxicity. Ia

“irfiltration eneesthesias, FALICAIN is svpericr to pantocain. In intravensus

suesthesia FALICAIN is cqual to pantocoin., FALICAIN is ¢istinctly bectericidal
even lu diluticn »f 0.1, Pantocain possesces g relativesly strong acid resoticn
in solution, FALICAIN s-lutions have a pi arcund 6.4,

Lr. Pietsch repcried “lat he has tried to replace novocain snd cocalne in his
«linic end hes vsed FiLICAIN extensively, in verious dilulicns of OPHUHA-FALICLIM.
¥t compur:d faverably sdth’pan%ocain, rovozain, sad Jepacsin. It zen replace
pantocaly completely 23 cocaine to a large extent. {He pointed out that pun-
tocain ‘s expensive sx hard to obte'n.} TFor plastic surgery operaticns, n
differcnce existe betinien FALIDAIN mnd uvveocain or Jenacain. 1f FALICAIN cua

be profuced cheaper iiam Jenacain, it mighi then possess on edvsntage.

. N . :
. dr. Gotzen from the Ualversity Eye Ciiric at Halls reported thet he hes beszn

uging FALICAIN since ihe spring of 195C, on about 3000 patients, with succzes.
The ooly somplaint was thaet the patients experienced & slight burning seansation
in the eye which was a0 stronger than that produced by pantecasin or peicaia. Be
toxic effects were ncticed. He sav e adventage in using FALICAIN ss & sub-
stitute {or cocaine, pantocain, or psicain, and essumed that the advantages lie
in the ecconomic field.

Professcr Eggers from the Kahlsnberg Foundetion in Magdeburg, reporied hig
experiences with FALICAIN. BHe has employed it in 205 cases of the meost diverse
character. Results vere very satisfeciory, aud FALICAIN kad positive sdvantages
over nevocain becsuse of its lenger ecotica snd because less morphine wae
required...which represents an economy.

Dr. Waske from the University Surgical "linie {A211e?) reported that he has
employed FALICATH wainly in the polyclinic. The repid action and leck of
post~operative puin was #riking. Speed ¢f oaset of anestheeie, sud duration
vas better with FALICAIN thaa with Jepssein.
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£. Dr. Schulte of the Pfeiffe: 'am‘aatioh, Eﬁgdaburgy .J.'*epm::'ted success with the
use of 0.5% FALICAIN solutioa on five patients. It was safer than novocain
. {eccording to Schulte).

g. Dr. Ortel of the University Deatel Clinic, Halle, repo-ied pioneer use of
FALICAIN begioning in late 1349. He prepared hin original sclutions from
the crystalline powder. (Since Mey 1951 he has received the preduct slready
preparad, "Dento-Falicein", 2 0.5% solution in isctonic saline with adrenslin}
He rated the regional and infiliretion-snesthesid echirred with FALICATN as
excellent. He noticed one dlsadvantage, nsmely ex adenatous swelling of the

© goft tissue, vhich he sscribed to use of noneisctenlc selutions of tae FALICATH

since they did not cceour with leter isotonic gclutionz . No toxic sascciated
effects were noted, He recuested that FALICAIN te suppliied with two or three
@4 fferent adr@mlin supplenznts, to assist in the evoldiunce of bleeding.

h. Dr. Meyer, from the Dertal Cilaic of the Gustev Ricker Fospital &t Ma.gdeburg«
Sudenburg reported thet he has vsed FALICAIN alsc, p icularly to prevent
eirculatory disturbance. Epced of inception of apestlveia appeared greater
than with novoeain, and wovrd hesling was undisturbed. He observed en edemstrus
svelling in about 15% of all cases, which csused no paln. {According to Prof
Holtz the pewly released FALICAIN does not cause any svelilng)

4. Prof. Dr. Kleeberg frem the Unlversity Dental Clinic, Isipzig reported use of
0.%% FALICAIN {with sdrenslin) with which he hed satisfectory results. He
gtated that Dento-Fajicain a;rp«-am to be sn excellﬂnt jocal and regional
snesthetic.

J. Prof. Braun from the Forest Hospltul-Lostau reported use oi‘ FALICAIN in derms-
_tologicel practise, se a sslve, 0.2% injectica, end a 0% aquecus solutlon. He
gtated that FALICAIN is not egual to novecain for intrsvenous use, but is
excellent in block-snesthesis. When used with penicililin, the latter remained
effective, as did the FALICATN  Braun also added that in the treatment of
gonorrhea FALICAIN ie as effzctive as the ha.rd to get fugol's soluticn.

k. Dr. Krgeber from the Blankeatuz g/ﬁm’z pelyelinie reported his results with trial
sanples of FALICAIN which bzgan in November 1949, He pcted an undesirsble
stimulating effec:t on the bisod versels of the eyss of sxperimental enimals with

~solutions of 4 te 5%. Local arestbesis in humans wes zxcellent, with rapid coset.
" FALICAIN vos found to bs mors 1anid then novocein, Jewecein and psicair, and
thergfore more econnmical

h Dr. Dittmer from the Elizabath Hospital in Halle prepared a report which was
‘resal by Prof. Holtz in Dittaer's sbsence. His main contribution was that
FALICAIN's lack of disturbasce of the circulatory sysian makes it 1d~a.1 as an
intravenous anesthetic.

25X1

orments:

1. Report of the Scheels Bceiety mﬁpﬁne, in Rostock, 1ith a.x}d 1lth May 1952,
ves contained in ™ie Pharmszie®, 7, Wo. &, wp. 608-60y {1523, Report
of the Sachsen-Anhalt Medlcal Scientific Society for Theoretical Medicine
and Related Flelds peeting, 22 Junc 1951, appeared In "Tie Pharmszis",
6, No. 10, pp. 355-559 (1951). »
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Dr. Pfofft doveloped FALICAIN at the "ALSID®, VVE in Magdeburg.

‘The s“ructural formula given by Dr. Proflt Ias:
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